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W7A^ D-^ h^77-f (g^^^^yU : n -^^r-y-V 

= 1 : 10^5 : i) x-mMLx, Ttew^i4iit^#-r 

4«JHffc-&«» (14. lg) zmtco 

T L C : R f 0. 51 (f^gfai^-yU : n -^df-^i^= 1 : 
5) o 

[0109] 2 
[^6 6] 




[0 1 10] fcmit-t h y !7^ (6 0%tW ; l-65g) 
C^^f/U*/UA7 5 K (DM F) -7 8 



ft 9-59258 
* 

(38) 



X,, Tsv=i^TX-&%MiTMmMk&yo (8.0 g ) 
ODMFM (20ml) ^Pxfc D 0 *CT' 1 

ay-<Y (2.5ml) ^Mx., 1 OftmMWL. £ bC: 

0%"a?fr ; 0.83g) fciU^ Y**S >V? v y 4 K 

d.2mi) ^apx, ■Mux'immm.WLtc 0 Ri&mm 

1:20) "CftM lt, TSEwftttHSr^ri-ssafi:^ 
4fc (8.80g) Sr4§fc. 

[0111] T L C : R f 0. 40 (H^ol^/U : n 
Jri)->= 1:9), 

NMR (CDC1 3 ) : 5 7.65(lH,d), 7.44(2H,s), 6.34(1 
H, d), 4. 91 (2H, s), 3.80(3H,s), 3.65(3H, s), 1.45(18 
H, s)„ 

[01 12] ###J 3 

Ut6 7] 




[0 113] ##«rtj2T'^itb/c^-a-^l (8. 79 g) (Dm. 
itt^-^mWi (3 0ml) IH, -7 8^ 7VI^VT 

(65. 7m 1 ) SriDxfc. 7 8X:X" 

3 0MI#Lfc o SJ©*«^*SrAO*.» lNtitt 

fee **B^^fp^«7K. ISfa^^TK*^ h y & 

silt, ag»7A^Pvh^77^ (im^ 

/U: n — ^=3r-^>=l : 6) TltMLT, TSE©W4fi 

^-r^mmit^m (8.03 g ) 

[01 14] TLC :Rf 0.11 (g^cn^A- : n — v 
drf">-= 1:9), 

NMR (CDCI3) : 8 7.30(2H,s), 6.57(lH,d), 6.27(1 
H, dt), 4. 89 (2H, s), 4. 30 (2H, s), 3. 64 (3H, s), 1.45(18 
H, s). 

[01 15] 4 

Ht6 8] 




[0 116] <M$W3-C»itLfcfl;£4» (8.0g) (Dig 



(25ml) (C, h y aifvUT 5 > (3 
Oml) , fvl^W^S/ K (DM SO) (2 5m 
1) J5±^/U77- h y t=3fV Kf!l (16.6 
g) SrOt, ii-g-#!iSrO < CT'5# 

Jem*, *^>wt* ^wa^*, issi^i***-*- h y >> 

[0117] TLC:Rf 0. 80 (gfcSfc^-^vU : n 
dr-y->-= 1:4), 

NMR (CDCI3) : 5 9.68(lH,d), 7. 49(2H,s), 7.45(1 
H,d), 6.65(lH,d), 4.93(2H,s), 3.66(3H,s), 1.46(18 
H, s). 

[0118] 5 

lite 9] 




'COOCH 3 



[0 119] &%M4T'Mmvitlk&Mb 1-!)7j^ 
^^^y^V-^gg^^/^^^/W (17.52g) CD^Vi? 

(5 0ml) ^7;^yT, 1 3 B#F B 1itsft L, ft 

/V : n-^dr-y->=l : 2 0) fflgLt, TIEcD^i* 

imm-tzwMit&m (s.osg) 

TLC:Rf 0. 40 (ftSfc^^W' : n -^#-j>-V= 1 : 
1 0) . 

[0120] #=%#J 6 
lit 7 0 ] 




[0 12 1] 5 T'Mig \^tz.it&m (8.04g) *5<£ 

S^A^Si (8 0 0mg) (D/PS— JVfeffi. (2 
Oml) &7k*#;*T, lfit-1 eB^Hf^Lfc, Rfc 
mm^±y^ K<5ilU ft«Lfc 0 «e*j«:#7A*n 
•7h^77^ (gfggmfvV : n -^3MJ-> = 1 : 2 0) 
t-ftULT, TSE«5«jtttf[S:*-r5««^» (7.30 
g) 5r»fc. 

TLC : R f 0. 37 (gfc^Jc^vU : n -^=*-y-> = 1 : 
1 0) . 

[0122] 7 
[ft7l| 



#13 ¥9-59258 




[0 1 2 3 J #%«6-e«IJtLfcft^H» (3.65g) <D* 
tJ—flsffiBL (10ml) Ic, 2N*iftthy^ 
(3 5ml) ^O'CT-AP^fc il-a-i$?S^^?aT-6B#P B ^ 




[0125] m^M7X'MmLtzit^(o^>-^>mm 

(10ml) fc, ^-^rf- y D7-f K (1. 05m 1 ) 

MTU £ b C: 4 N.&S£<£> 1 , 4-> ! ^-Jri^V (10m 
1) »0tf^«tL)'i<''i5if«TLfc ( 

j»-vwk». mm\-tc<, siaw5A?p 

■7h^77-f (gfc^fvU : n *i^>= 1 : 2 0) 
t«Lt, aHHOfi^b^* (3.54g) &#fc 0 

[0126] 9 

Ut7 3) 




[0127] mnm 8 x-mfe^tzitGrmz, 7k&mfr& 

<D2g-£-$KDl, 4-v ; ^drif>- (10ml) £ tK (0.5 

mi) (om-g-mm^ 4nii©i, A-^^^-r^m 
m (iomi) ^o'CT-jpx.fc, m&mw.*'£M.xi 2 

(ftigi^/w : n -^^*>-=l : 2 0) T'^gLT^ 
TaB<04W4ll*Wi-5*H{b^* (3. 18 g) 

[0128] TLC : R f 0.42 (gt^^vl- : n — - 
^r-y->= 1:10), 

NMR (CDC1 3 ) : 5 6.96(2H,s), 5.03(lH,s), 4.05(2 
H,s), 2.62(2H,t), 2. 54(1H, t), 1. 50-1. 80(4H,m), 1.4 
3(18H, s) 0 



TLC : R f 0. 07 : n *V >= 1 : 

1 0) . 

[0124] #3f #J 8 
Ut 7 2 ] 




[0129] 1 0 

Ut7 4] 




[0 13 0] #%#J 6 T'Kit Lfcffc£H» (3.65g) 
«Hft-&» (3.58g) Sr#fc. 

T L C : R f 0. 41 (gfc&^^vU : n -^t>= 1 : 
1 0) „ 

NMR (CDCI3) : 5 6. 96(2H, s), 5. 03(1H, s), 3.67(3 
H,s), 2.53(2H,t), 2.35(lH,t), 1. 50-1. 80(4H,m) , 1.4 
3(18H, s)„ 

[0131] 1 1 

[ft7 5] 




[0 13 2] #%#ijl OX-ffifitLfc^^ (3.20g) <D 
DMFSiS (25ml) Tk*^ h y 17^ (60% 
-&#;1.20g) fcan *.;/!:. «»»«:0't-C3 0#IB*# 
L-fc. £l£21£-#JlC3 Vittfls (2.49ml) £01CT- 

APxfco ^i^MT*2 4iiswLfc 0 R&m&m 

!rA7A^Dvh^77-f (g^i^A- : n 

= 1 : 2 0) -CfS@{L-C TIE©«M4ffi4r*-raa«fb 
(3.30g) «r»fc. 



^^^9-59258 



T L C : R f 0. 38 (g^:r^vu : n -^^1/ = i : 
1 0) 0 

[0133] #%fi»J 1 2 
Ut7 6] 




O 



[0 13 4] 3' - 1 KDdf-v-Tir h"7oiy > (l.o 
g) OS»*5±tffh5MKo77> (THF) CO^ 
(3.0m 1 +0. 5m 1 ) (3 7 8// 1) £ 

TU<om&m*^ir%Mmik&m u.io g ) «r*§fc 0 

T L C : R f 0. 32 (B^H^^vl^ : n -^*f-^= 1 : 
3) o 

[0135] 1 3 

[it 7 7] 




[0136] 2' - t KP^>7t h^oiy 1/ (1.5 

g) (omt^^-^^mm tiomi) t°y>?> (i. 

5ml) , *1S*BE& (1.5ml) £114 -is* ^/UT * 

s\?!)i?> (o.o3 g ) &i)ux_tc 0 a-&«»sr^a-e 3 «f 

^>^T«, lilt, Tia©»i4fiSrfi"i-S« 
JH^-&» (2.8g) S:#fc 0 

T L C : R f 0. 15 (g^rn^/lx : n -^*f-^= 1 : 
1 0) 0 

[0137] ###J 1 4 
[ft 7 8] 

OH O 

[0138] 1 3 X-mm L1tit&®> ( 8 0 0 m 

g) WTHFigft (10ml) tC N fy-^^A • T'd 
v^K'/Wo^K (1.58g) SrJPxfco 



mm^/^ : n-^df-^>-=l : 2 0) T'tMLT, 
T15©i^ttttSr*-rs^®^^ (5 9 3mg) 

- T LC .- R f - o; 30 (pggi^/WT n -^=Tlf> = I : 
3) o 

[0139] 1 5 

lit 7 9] 




[0 14 0] 2, 6 - v>- t ~y^-/uy^ /— >V (5. 0 
g) dSi^^-v-TV^TV-^^^A (3.9g) <D*? 

j-j^mwL (2 5mi) id, mm%*-&2oftmox.x* 

= 1 : 15) T-WSILT, TlEOflJttflSrfrt-iSSrt: 

^ (5.2 g ) &ntc 0 

T L C : R f 0. 38 (g^ai^vu : n .=¥D-> = 1 : 

1 5) . 

[0141] 1 6 

UtSO] 




[0142] i 5 -cweLfcfl:** a s g ) © 

T-irhV^® (2 0ml) F!J7i=;V*^7^> 
(4.8g) feiU^k (0.66ml) £ 0 "CX'TiPx^, "M. 

A7 h {f?7 4 (g^^rc^/v : n -^3r1J->= 1 : 
3 0) TWKL-C, Tffi04*ttfllS:^'i-S«a'ft:^'» 
(3.0g) fc&fc. 
T L C : R f 0. 58 (fif^^^-yU : n --.^i7->-= 1 : 
5) . 

[0143] 1 7 

Ut8 1] 




^13^9-59258 



(41) 



[0144] ###J 1 6 -CSUig Ltcfc'&Vl (817m 
g) <D * $ J — ^mWL (5ml) IC. hyxf-;U7?y 
(8 2 n 1 ) &i.XfT? y A-gM^ (9 2 7/1 1 ) £ 

Stt^7A^ P-v h^77-f (ifc®P^/l- : n — 
-9-^= 1 : 2 0) -CfflRLT. TfS©^)t4ffi 

(8 1 7mg) «r»fc. 
T L C : R f 0. 15 (g^^/W : n -^*-jf> = 1 : 
2 0) . 

[0145] 1 8 

Ut8 2] 




[0146] ###J 1 7 -CllJtUfcft^* (815m 
g) to*9 J—>\>mBL (5ml) 

( 5 2 8 m g ) imWLttUTL, ■MM.X 1 ttfflftft Lfc. 
KJS»iR«:*Mf Lfc. »B«»-iNifi|)6*ffi!*SSrpHi6S 

»ttL"t, T8E©f»tt*Sr^r-f-5«HYI:-§-«i (7 7 
6mg) Sr#fc„ 

T L C : R f 0. 34 (gf&t^?-;U : n -^=*i)->= 1 : 
1) 

[0147] ###J 1 9 
Hfc8 3] 




[0148] ##0"J 1 6 T'^ig Ltzit^ (7 6 0m 
g) ©DMFgS (15ml) |J1, ^-f y^P f/l/xf 
(6 6 7 ^ 1) (6 9 

4mg) ftj**., ifiT- Bfelt#L*:. Sf&^fKt-, * 

^/-^=20 : 1) XffiBLX. Mfcfr* (4 8 
5mg) Sr#fc„ 

[0149] 2 0 

[ <fc 8 4 ] 




[0 15 0] 2, S-v'-t-T'f/WKD^/y 
(1.8g) ODMFgiS (15ml) tK»^^ h y 
"7 A (3 5 6mg) 5-0'CT'JlJPx., ^iiX* 3 0 L 
fco Rlt^m^4-ya AT'f/Uixf/U (1.3ml) 
*01CT**P^ 6 O^T'-Bftjf^Lfc,, Rj&JgSfc, tK 

/U : n-^^-y->=l : 3 0) X'fnljiH Lt> Tf2<73^t£ 
«SrWi-SS«^^* (l-73g) £t#fc 0 
T L C : R f 0. 66 (g^ai^vP : n -^dff-V= 1 : 
3) o 

[0151] m^m 2 1 

UtS 5] 



O 




COOH 



O 



[0 15 2] 3, h*V-2, 4, 5-hy^ 

fMyX7/l'7t K£/H^T, 1 6 -» 

##047 btSimzVT&iblfclZ. 3- (3, 6-v^ h 
3r>-2, 4, 5-hy^f/U7x=;U) 

(2. 07 g ) <D 5 0 %T-fe h = h y A-7ki§?& (50ml) 
0tt't!)t)i 4 7^-')A=(-l/-h (9.92g) 
©5 0 %T-fe h =■ h y /WtK^JS (25ml) SriP^:, 1 

mmvcism (o.9i g ) 

[0153] ##0"J 2 2 
Ift8 6] 




•COOH 



[0154] 7K»^ h y ? A (60 ; 8 6 5m 

g) ©DMSOigifc (2 0ml) 8SiSi££, 7 0'CT-l 
iSfflfltttLfc. 5- (H)7x=/«^7^y) -O* 
^|7o-7-f K (4.78g) ODMSOgiS (10ml) 
Sr, 1 0-2 O'CT'jBTU ^rfiT-3 0^mm.WVtz„ 



#IH)¥9-59258 



(42) 



3, 5-v 5 - t -7 > 5vI'-4- t Kd^v'-^<>'XT/i- 
ft K (l.OOg) fflDMSOM (10ml) £- 1 0~ 
2 0°CTiSTU lit- ifejf^bito Srtf»«t*|c: 

77-f (gf&ifvU: n-^^rf->= 1 : 3) "CftlK L 

T LC : R f 0. 15 (g^ac^/U : n -^^f->-= 1 ; 
3) . 

[0155] 2 3 

[-ft 8 7] 




[0 15 6] 2 2T*»iSLfcfb^S:ffl^T. # 

nme kmmimftvx®t>titzit&vo. 6- o, 5 

— t — ~f*f~)\ — 4 — t Kn^f'>7i —/i') — 5— ^=3rir 
(lOOmg) OTHFgS (3ml) 1^ 0°CT- 
Ufl)A7/^-!)AWK7^F (3 0mg) *M 

^ (g^oi^vu : n -^^i)->-=l : 5-»l : 3) T'» 

T L C : R f 0. 20 (gf&^jl* : n -3-y->- = 1 : 

3) „ 

[0157] 2 4 

Hfc8 8] 



CHO 



[0158] ^-dri»- y ;V# D7-f K (0. 025m 1 ) <DM 
WLt^ys^mfc (1ml) £r-7 OTCKftSPLfco ^ 
fCDMSO (0.04ml) Wig-ft;^ ^ l^V^ffi (1ml) 

(lml) SrftBx 3 0 #P»£ Lfc. R^fKl^ H y 
if ^7 5 V (0.2ml) 5r*Bx, Ky-fT-f ^j^Sr^- 
LT3 0^R|«^Lfc. K^ft^-x/UT'tttU L 

T L C : R f 0. 59 (g^znfvW : n -^dp-f->= 1 : 




3) . 

[0159] ##t*J 2 5 
[lt8 9] 

_»lr_ 




CHO 



[0160] 2 4 T*SJit Lfcfb-g^©:? a d jft/P 

•Aj^ft (10ml) ^Ht (0. 07m 1 ) (O? O D*/V 
J^mW. (0. 25m 1 ) Sr. - 2 0 "CTiiST Lfc„ JS^iS 
?:-2 0tfl B#fflJt#m. Si&Kgg Lfc. SO?- 2 0 
t^CiftiPU (0.04ml) CD? aafc/UJ^MM (0. 

12ml) fcjRTU -2 0°CT'3 SlS 

^>V: n -^*-y->=l : 3 0) T«LT, TSEO 

T L C : R f 0. 43 (ftlfcai^vW : n -^3rD->- = 1 : 
1 0) o 

[0161] mmm 1 

Ht9 0] 




NH 2 

V A * HCI 

S 

[0162] mnm^xm&^ti^m (2.o g ) js± 

Xf-fT-V Jf-Jr?\sT (6 6 2mg) <D*?S — /l^ 
ft (2 0ml) £l 2B*|18i8iSSLfc <> R/S^ft^gffi 

-tZmMlt&Vo (2.42g) 

[0163] TLC : R f 0. 34 (gj^oifvV : g£@£ : 
7K= 2 0:1:1), 

NMR (CDC1 3 ) : 6 6. 96(2H, s), 6. 46 (1H, s), 5.04(1 
H,s), 2.67(2H,t), 2.54(2H,t), 1. 70-1. 62 (4H, m) , 1.4 
3(18H, s)„ 

[0164] mmm 1 ( 1 ) 

Ut9 1] 



H3CO 




NH 2 

V ^ * HCI 

y — N NH 2 
S 

[0 16 5] #%0ijl 1 x*mmLtzit&v>)*m^x , # 
7 8 -mt^i 1 1 wimmw lt, tiho 

T L C : R f 0. 33 (g^^/U : gt|£ :*=20 : 



4#§a¥9-59258 



(43) 



1:1). 

NMR (CDCI3) : 5 7.02(2H,s), 6.46(lH,s), 3.67(3 
H, s), 2.66(2H, t), 2.55(2H,t), 1. 73-1. 65(4H,m), 1.4 
K18H, s). 

[0166] mmm 1 ( 2 ) 

[ft9 2] 



CH 3 




• HCI 



[0 16 7] fS^-rSTA-xfc Ktrffl^r, — 
###J 2 3 ^###J 4 -»#%0iJ 5 6 -» 

7 8 9 ^mmm 1 t 

T L C : R f 0. 34 (g^m^A- : g^®? : 2 0 : 
1:1). 

NMR (CDCI3) : 8 6. 9l(lH,d), 6. 79 (1H, d), 6.45(1 
H, s), 4.89(lH,s), 2.64(2H, t), 2. 52 (2H, t), 2.24(3H, 
s), 1.68-1. 58 (4H,m), 1.39(9H, s) 0 

[0168] mmm 1 ( 3 ) 

Ift9 3] 




[0169] ffistsr/uft K^fflv^-c, mnm\^ 

2 3 4 5 ^###J 6 

1 0 1 1 ^#%#J 7 -^##0tj 8 -^JS^ 

"T"L-C~R-f-0735-(g^^ai^vP^-g^®?-~7K^2-On 

1:1), 

NMR (CDCI3) : 5 6.94(lH,d), 6. 85(1H, d), 6.46(1 
H, s), 3. 75 (3H, s), 2.66(2H, t), 2. 54 (2H, t), 2. 29 (3H, 
s), 1.70-1. 60 (4H, in), 1.37(9H,s)<, 

[0170] mmm 1 ( 4 ) 



Hfc 9 4 1 




• HCI 



[0171] taSfSJyl'ft KSrJB^-C, 1 -» 

##0tj 3 —##0i] 4 -^#%#'J 5 6 -»##0<J 7 -» 



T L C : R f 0. 44 (g^gg^fvV : m&. : *= 2 0 : 
1:1). 

NMR (CDC1 3 ) : 6 7. 25 (1H, s), 7. 02(2H,d), 6.44(1 
H, s) , 2. 70-2. 58 (4H, ra) , 1 . 75- 1 . 60 (4H, m) , 1 . 30 ( 18H, 

S) 0 

[0172] mmm 1 < 5 ) 

Ut9 5] 




[0 17 3] #%#J2 5-CKJSLfcjb-g4»S:fflV^, H 

TLC : R f 0.49 (^DP ~fc/VJ* : * 9 J —/V : 
= 20:2: 1) , 

NMR (CD3OD) : 5 7. 12 (1H, s), 6. 93 (2H, s), 2.80(2 
H, t), 2. 54 (2H, t), 1.73-1. 52 (4H,m), 1.41(18H,s) 0 

[0174] mt&M 1 ( 6 ) 

[ft9 6] 




[0175] |Mt0iJ 1 -C»Jt Lfci"fc£4»fcfll^T, 
0»J 1 1 6 7 8 ^HiS0iJ 1 t m 

T L C : R f 0. 73 (R^xf^ : ft® : 2 0 : 

-1— r)- 

NMR (CDCI3) : 6 7. 04(2H, s), 6. 22(1H, s), 3.67(3 
H,s), 2. 88 (4H, s), 1.41(18H, s)„ 

[0176] mmmi (7) 

[ft9 7] 




[0 17 7] gMj«2-C»jtLfcte£-tt«:fliV*-C, 
0ij 6 ^#%{*J 7 8 9 -HJS^J 1 t 

T L G : R f 0. 78 (g^je^vu : gjEgg : 1 2 : 
2:1), 



*#Pl¥9-59258 



(44) 



NMR (DMS0-d 6 ) : 5 8. 28-8. 25 (4H, m) , 6. 87 (2H, s), 
6.69(1H, s), 2. 84 (4H, s), 1.35(18H,s) Q 

[0178] mmm 1 (8)-i (id 

[0179] HJS#iJ 1 ( 8 ) 
[ft9 8] 



NH 2 

^ — N NH 2 
S 



[0180] T L C : R f 0. 37 (gft&^A, : §£®? : 
7K= 2 0:1:1), 

NMR (CDCl 3 + CD 3 0D(lrS)) : 5 7. 33-7. 28 (2H, m) , 
7. 12-7. 10(2H,m), 6.47(lH,s), 2.93(4H,s), 1.30(9H, 
s). 

[0181] mmm 1 ( 9 ) 

[ft9 9j 





NH 2 

I \_n^nh 2 ■ HCI 
s 

[0182] T L C : R f 0.35 (g^^-fw : gj=^ : 
?K= 20:1:1), 

NMR (CD3OD) : 5 7. 90-7. 25 (9H, m) , 6. 74(lH,s), 
3. 04 (4H, s) 0 

[0183] -mmm i do) 
ut 1 0 0 ] 




NH 2 

[0184] T L C : R f 0. 37 (gf K^^/w : REft : 
= 2 0:1:1), 
NMR (CDCI3) : 5 7. 26 (1H, s), 7.00(2H,d), 6.47(1 
H, s), 2.94(4H, s), 1. 31(18H, s) 0 

[0185] mmm 1 (id 

Hkioi] 




HCI 



[0186] T L C : R f 0.39 (g^^fvU : gf S£ : 
*= 2 0:1:1), 

NMR (CDCI3) : 5 6. 79(2H, s), 6. 47 (1H, s), 5.16(1 
H, s) , 3. 28-3. 14(2H,m),2.93-2.86(4H,m), 1.22(12H, 
d) 0 

[0187] mmmi (12) - (20) 

[0188] USEF'J 1 (12) 
[ft 10 2] 

NH 2 

[0189] T L C : R f 0.44 (g^^/lx : gj=g£ : 
7k= 2 0:2:1), 
NMR (CDCI3 : CD 3 0D= 2 0:1) 
m), 6. 33(1H, s), 3.45(4H,s) 0 

[0190] mmm 1 (13) 

[ftl0 3] 
H 3 COv 

11 NH 2 




5 7. 31-7. 14 (5H, 




NH 3 



[0191] TLC:Rf 0. 43 (g^^c^vV 
*= 2 0:2:1), 

NMR (CDCI3 : CD 3 0D= 2 0 : 1) : 8 7. 09-6. 80 (4H, 
m), 6.41(lH,s), 3. 79 (4H, s), 2.90(2H, s) e 

[0192] mmm 1 (14) 

Mbi 0 4] 




NH 2 



HCI 



[0193] T L C : R f 0. 55 (gtWt^sU : 
7k= 2 0 : 1:1), 

NMR (CDC1 3 ) : 5 7. 58 (2H, s), 6.68(lH,s), 1.46(1 
8H,s) 0 

[0194] mmm 1(15) 
ut 1 0 5 ] 



*#IH ¥9-59258 



(45) 




HCI 



10195] T L C : R f 0.64 (^pp^;1/A : 
/—A* : mm= 16:3:1). 

NMR (DMS0-d 6 ) : 5 12. 35 (1H, brs) , 7. 89 (4H, brs) , 
7. 75(lH,m), 7.48(2H,t), 7. 34(4H,m), 7. 17(2H,m), 
7. 08(1H, s) 0 

[0196] mmm 1 d6i 

[ftl 0 6] 



NH 2 

V- N^NH 2 
S 



[0197] TLC:Rf 0.65 (^pp^A : y ^ 
/—A' : ftl* = 8:1:1). 

NMR (DMS0-d 6 ) : 5 12. 63 (1H, brs), 8. 36 (4H, brs) , 
8. 05 (2H, d), 7.83(1H, s), 7. 74(4H,ra), 7. 45(3H,m) 0 

[0198] mmm 1 a 7 ) 

[ft 10 7] 





NH 2 

s 




NH2 



N JL 



NH 2 



HCI 



[0203] TLC:Rf 0.38 (^pp : ^ ^ 

/<-jU : gf®g= 18:1:1), 

NMR (DMS0-d 6 ) : 5 12. 67 (1H, brs), 8. 37 (4H, brs) , 
8. 18(lH,s), 7.99-7.91(2H,m), 7. 78-7. 36 (7H, m) 0 

[0204] mmm i (20) 

HtllO] 



NH 2 

N Jf • HCI 
S 



[0205] TLC:Rf 0. 39 a p : ^ ^ 

/ — /V : 18:1:1), 

NMR (DMSO-d 6 ) : 5 12. 57 (1H, brs) , 8. 32 (4H, brs) , 
7.85(2H,d), 7.68(1H, s), 7. 34-7. 19 (7H, m) , 3. 98 (2H, 




s). 

[0206] rn&m 1 (21) 
ut 1 1 1 1 




I y-N^? ■ HCI 

NH 2 



[0199] T L C : R f 0. 76 a a : y ^ 

: g^= 16:3:1), 
NMR (DMSO-d 6 ) : 5 12. 58 (1H, brs) , 8. 34 (4H, brs) , 
- 7. 85 (2H, d), 7. 68 C1H, s), 7. 45 (2H, d, J=8Hz) ,- 1. 31(9 
H, s) 0 

[0200] mmm 1 (is) 

[ft 1 0 8 ] 

NH 

-N X " HCI 

[0 2 0 1] T L C : R f 0.49 po*;VA : ^ * 

: gfcffi£= 18:1:1), 
NMR (DMS0-d 6 ) : 6 12. 60(1 H, brs) , 8. 27 (4H, brs) , 
7.97(2H,dd,), 7.66(lH,s), 7.42(2H,m), 7. 18(2H,m), 
7. 06 (4H, m) 0 

[0202] mmm 1 (19) 

[ftl 0 9] 




[0 2 0 7] T L C : R f 0.40 (? po*W : ^ * 
/— yu : g£®£= 18:1:1), 

NMR (DMSO-d 6 ) : 5 12. 67 (1H, brs) , 8. 37 (4H, brs) , 
-7.85(2H,d), 7.67(lH,s), 7.27(2H,d), 2.51(lH,m), 
1.78(5H,m), 1.40(5H, m) 0 

[0208] mmm 1 (22) 

[ftl 1 2] 

OH 



NH 2 




r 1 A • HBr 
I ^N^NH 2 

w S 



[0 2 0 9] 1 2 -C»ig Lfcft^Srffl^T, H 

T L C : R f 0. 51 (^ a a /ft/WA \ S —Jl> : gt^ 
= 15:4:1), 

NMR (DMS0-d 6 ) : 6 11. 99(1H, brs) , 9. 52(1H, s), 



*# Iff! ¥9-59258 



(46) 




8.27(4H, s), 7. 66 (1H, s) , 7. 27 (3H, tn) , 6. 78(lH,m) e 

[0210] mmm 1(23) 

[ftll3] 

.OH 

^ N H, 

• HBr 



TLC : R f 0.64 uu^/\«-U : ^ / — /U : 
= 15:4:1), 

NMR (DMS0-d 6 ) : 5 11. 91 (1H, brs) , 10. 27 (1H, s), 
8.23(4H, s), 7.96(lH,dd), 7. 81 (1H, s) , 7. 17(lH,m), 
6. 93 (2H, m) 0 

[0212] mmm 1 (24) - 1 (28) 

2-7a^r~3' h^rVTir h^^7 >\ 4- (^ 

ppTtf;!/) *f3-/K 2, 3' — n o — 
4' , 6' N^rv— 2' -fc Kn^v'Ti? b7x. 

/V, 2 p PTir h7xy V*fctt2 
2' -7tht7h>ifflK, -tix-^ixlllfeW l i:IBI 

[0 2 13] Hlfll (2 4) 
[ftH4] 

.OCH 3 

NH 2 



HBr 



(0214] T L C : R f 0.68 (^po */UA : ^ 
J—JV : ffim= 15:4:1), 

NMR (DMS0-d 6 ) : 5 1 1. 95 (1H, brs) , 8. 24 (4H, s) , 
8. 04 (1H, d), 7. 77(1H, s),7. 36(lH,m), 7. 09(2H,m), 3.9 
3(3H, s) 0 

[0215] mmm 1 (25) 

Ut 1 1 5 ] 

ho ^^itVb a - ' hci 



S NH 2 



[0216] TLC : R f 0.22 (^dp^A : * ? 
J—>V : mfe= 15:2:1), 

NMR (DMS0-d 6 ) : 5 12. 51 (1H, br) , 9. 25 (1H, brs) , 
9. 04 (1H, brs), 8. 35 (4H, brs) , 7.39(lH,s), 7. 29 (1H, 
d), 7.21(lH,dd) f 6. 79(lH,d) 0 

[0217] mmm 1 (26) 

Ut 1 1 6 ] 



H 3 CO 




N 



NH 

OCH 3 l s V„ jA NH 2 



HCI 



[0218] TLC : R f 0.46 (^nn^/l^A : ^ 
9 : 1) , 

NMR (DMS0-d 6 ) : 5 13. 75 (1H, brs) , 7. 23(lH,s), 
6. 49 (4H, brs) , 6.36(lH,s), 3. 92 (3H, s), 3.89(3H, s) 0 

[0219] Ml&ffl 1 (27) 

Ut 1 1 7 ] 



HCI 



[0220] T L C : R f 0. 53 (^ n n : ^ ^ 

/—A- : @£® = 16:3:1). 

NMR (DMS0-d 6 ) : 5 12. 68 (1H, brs) , 8. 36 (4H, s) , 
7. 96 (2H, d) , 7. 76 (1H, s) , 7. 50-7. 30 (3H, m) 0 

[0221] mmm 1 (28) 

Ut 1 1 8 ] 




ax. 



NH 

t>H A NH 2 



HBr 



[0 2 2 2] TLC : R f 0.60 (^nn^l/A : ^ ^ 
/ — /V- : Bflfc= 16:3:1). 

NMR (DMS0-d 6 ) : 5 12. 04 (1H, brs) , 8. 55 (1H, s) , 
8. 29 (4H, brs), 8. 15-7. 85(5H, m) , 7. 63-7. 45 (2H, m) 0 

[0223] mmm 1 (29) 

[ftll9] 



HCI 



[0 2 2 4] ###Jl 8-e«JtLfc<t^-«J*ffll/^T, # 

T L C : R f 0. 62 (BHfecTvI' :ft»:*=20 : 
1:1), 

NMR (CDCI3) : 5 7. 23(2H,s), 6.44(1H, s), 3.10(2 
H, t) , 2. 92(2H,t), 1.4208H, s)„ 

[0 2 2 5] 1 (30) 

Ut 12 0] 



ttffiW- 9-59258 



(47) 




H 3 CO 



HCI 




NH 2 



HCI 



[0 2 2 6] ###Jl 7-C«afiLfcfl:£4fr3rfllvvt, & 

%« 1 1 i 8 ->###j 8 ^mmm i £ R&twtR 

T L C : R f 0. 37 i&ffcs-^/V ■ : 2 0 : 
1:1), 

NMR (CDC1 3 ) : 5 7.24(2H,s), 6. 57 (1H, s), 3.68(3 
H, s) , 3. 15(2H, t), 2.98(2H,t), 1. 41 (18H, s)„ 
[0 2 2 7] 3?J6#J 1 ( 3 1 ) ~ 1 (32) 

1 7 1 8 8 -iiiseaj 1 1 mmizwi 

[0 2 2 8] J|J£#J 1 (31) 
Iftl2l] 

NH 2 



HCI 



[0229] TLC:Rf 0. 41 (S-gkx^vU : ft^ : 
7K= 2 0 : 1 : 1) , 

NMR (CDCl3 + CD 3 0D(l j®)) : 5 7. 15 (1H, d), 7.00 
(1H, d), 6. 56 (1H, s), 3. 10 (2H, t), 2. 90 (2H, t), 2.21(3 
H, s), 1.38(9H,s) 0 

[0 2 3 0] Hi60iJ 1 (32) 

Hfcl 2 2] 




HCI 



[0231] TLC:Rf 0.43 (gt&l^/U : 
*= 2 0:1:1), 

NMR (CDC1 3 ) : 5 7.09(2H, s), 6. 54(1H, s), 3.19- 
3.07(4H,m), 2. 94-2. 85(2H, m) , 1.25(l2H,d) Q 
[0 2 3 2] 1 ( 3 3 ) - 1 (34) 

[0 2 3 3] HJS#J 1 (33) 
[ftl2 3] 



[0234] T L C : R f 0.53 (ftg^^vlx : : 
7K= 2 0:1:1). 

NMR (CDCI3) : 5 7. 25(2H,s), 6. 57(1H, s), 5.29(1 

H,s), 3.33(lH,m), 2. 95(1H, dd), 2. 72(lH,dd), 1.42(1 
8H, s), 1.25(3H, d) Q 

[0235] mmm 1 (34) 

[<fc 1 2 4 ] 



NH 2 



HCI 



: mm : 




[0 2 3 6] TLC:Rf 0.46 
2 0:1:1). 
NMR (CDCI3) : 5 7. 33 (2H, s) , 6.63(lH,s), 5.37(1 
H, s), 2.85(2H,s), 1.44(18H, s) , 1.21(6H, s) c 

[0237] mmm i (35) 
ut 1 2 5 ] 

NH 2 

^ s 

-HCI 



[0 2 3 8] 1 9 "C»® Lfcft^*iffiV^, # 

T L-e : R- f-0. 44- (ft 2"0 r ™ 
1:1), 

NMR (CD3OD) : 5 7.20(2H, s), 6. 71 (1H, s), 2.82(2 
H f t), 2.68(2H, t), 1.81(2H,m), 1.62(2H,m), 1.40(18 
H, s) 0 

[0 2 3 9] MMM 1 (36) - 1 (37) 

*«1 9^#%«8->3lt6Wl fcWHKlcakfPUT, TI5 

[0 2 4 0] HffiM 1 (36) 
Ut 1 2 6 ] 



ttM ¥9-59258 



(48) 




NH 2 

| >-N^NH 2 



HCI 



[0241] TLCrRf 0.42 (BMfc^/l' : Wife : 
7fc = 2 0:1:1). 

NMR (CDC1 3 ) : 6 7. 17(lH,d), 7. 04(lH, d), 6.43(1 
H, s) , 5.06(lH,s), 2.8K2H, t), 2.61(2H,t), 2.23(3H, 
s), 1.80-1. 56 (4H,m), 1.36(9H, s) G 

[0242] mmm 1 (37) 

Htl2 7] 



HCI 




[0243] T L C : R f 0. 39 (g^^/U : 
* = 2 0:1:1), 

NMR (CDCI3) : 6 7. 24(lH,d), 7. 18 (2H, d), 6.45(1 
H, s), 2.95(2H, t), 2.65(2H,t), 1. 85-1. 65(4H, id), 1.3 
1(18H, s) 0 

[0244] mmm 1 (38) 

[ftl2 8] 




NH 2 



HCI 



[0245] 1 6 vwm\sitik&mi53:xm%ir 

TLC:Rf 0.57 (^pp Tft/WA : ^ ^ / — >^= 1 
0:1), 

NMR (CDCI3 : CD 3 0D= 1 0 : 1). : 5 7. 14 (2H, s) , 
6. 48 (1H, s) , 3. 93 (2H, s) , 1. 39 (18H, s) 0 

[0 2 4 6] mt&m 1 (39) 

Ut 1 2 9 ] 




• HCI 

[0 2 4 7] #%«2 O-CKJgLfclb^Srffl^-r, # 
2 7 8 9 -> HJfcfll 1 £ 13 




fee 

T L C : R f 0. 35 (ftlfcrn^yl, : : tK= 2 0 : 

1:1), 

NMR (CDCI3) : 5-6. 74 (2ft s), S.-32(lH,s) r 3.04(2 
H, t), 3.49(1H, s), 2. 79 (2H, t), 2. ll(2H,m), 1.42(18 
H, s). 

[0248] mmmi (4 0) 
Hfci 3 0] 

NH 2 

! >-N^NH 2 

^ S 

• HCI 



[0 2 4 9] Sat5M»S:fflV^, #%«2 0^# 

T L C : R f 0. 40 (g^^~fvV : ^ :*=20 : 
1:1), 

NMR (CDCl 3 -fCD 3 0D(l^)) : 5 7.02(lH,d), 6.75 
(2H,d), 6. 53 (1H, s), 4.00(2H,t), 2. 72(2H,t), 1.88- 
1.80(4H,m), 1. 31(18H, s) 0 

[0250] mmmi (4 n -1 (43) 

PCT^#-^J P 9 5/2 9 4-§-Wtt*KK«£ftT 
V^fc^, 7- (2-/ft/l^yl^c^vW) 
v-^^/V^-^v-- 2, 2, 5, 8—r h^^/i^n-^ 
>\ 5- (2 — sfc/US/l^^vU') — 6 — * h^vo^/l" 
2, 7, 8-fh7^WP-7>Sfcll 
8- ^-sfc/USAoc^vv) -6-^ h^r^^^/^^ 
>- 2, 2, 5, 7-r h7^f^^pvy^i/>t, 
-etL-m#%#iJ 5 6 ->#%0iJ 7 ^#%#'J 8 ^# 

[0251] mmmi (4 d 
ml 1 3 1 ] 



CH 3 



H 3 C 




HCI 



[0252] T L C : R f 0. 55 ( ^ n P A : J # 
S~A» : 15:2:1), 

NMR (CD 3 0D) : 5 6. 75 (1H, s), 2. 76-2. 53 (6H, m) , 
2. 08 (3H, s), 2. 03 (3H, s), 1. 85-1. 65(4H, m) , 1.60-1.40 
(2H,m), 1.24(6H, s) 0 

[0253] mmmi u 2) 

[ftl3 2] 



4# fill ¥9-59258 



(49) 




NH 2 
N A 
V" NH 2 
S 



CH 3 



HCI 



*9 




[0254] TLCrRf 0.41 a a T^ybi* 

: gt®=2 0 : 2 : 1) , 
NMR (CD3OD) : 5 6. 75 (1H, s) , 2. 77-2. 53 (6H, m) , 
2. 12 (3H, s), 2. 04 (3H, s), 1. 85-1. 67(4H, m), 1.60-1.40 
(2H,m), 1.26(6H, s) 0 

[0255] mmmi u 3) 

Mfc 1 3 3 ] 

CH 3 



HCI 



[0256] T L C : R f 0. 37 (^ n n fr/UJ* : ^ & 
/-/V : ffim= 2 0:2:1), 

NMR (CD3OD) : 5 6. 71 (1H, s), 2. 78-2. 53 (6H, m) , 
2. 14 (3H, s), 2.09(3H,s), 1.83-1. 60 (4H,m), 1.60-1.38 
(2H,ra), 1.22(6H, s) 0 

[0 2 5 7] mt&®\ 1 (44) ~ 1 (46) 

pcTtm§^j p 9 5/2 9 4^wmm^mi®£ftx 

fcit^^o, 7- ( 2 -^/i^/i^^vu) - 6 h^y 
-2, 2, 5, 8 -r- h7^f^^ D^>\ 5- (2- 
^/U^/l/xf/U) -6-^h^v--2, 2, 7, 8-7" 
h7^f/^ P^^*fcfi8- (2 -tf^l^/Wn^/I') 
-6-^h*$/— 2, 2, 5, 7 -x h7^ ^vl^ 



[0 2 5 8] Hffiffll (4 4) 
[ftl3 4] 



CH 3 



H 3 C 




HCI 



[0259] T L C : R f 0.60 (?aa*;UJ± : ^ 
: 15:2:1), 
NMR (CD3OD) : 5 6. 73(lH,s), 3.62(3H,s), 2.78- 
2.55(6H,m), 2. 12 (3H, s) , 2. 04 (3H, s) , 1. 86-1. 67 (4H, 
m), 1.60-1. 40 (2H,m), 1.27(6H,s) c 

[0 2 6 0] mt&mi (4 5) 

[ftl3 5] 




H 3 r| o y ch 3 

CH 3 CH 3 



HCI 



[0261] T L C : R f 0. 38 (^crcz fc/UJx : * ? 
j -jV : 2 0:2:1), 

NMR (CD3OD) : 5 6. 76(lH,s), 3. 61 (3H, s), 2.78- 
2. 53(6H,m), 2. 14 (3H, s) , 2. 04 (3H, s) , 1. 83-1. 65 (4H, 
m), 1.62-1. 38 (2H,m), 1.27(6H,s) 0 

[0262] mmm 1 (46) 

[ftl3 6] 

CH 3 

,OCH 3 



H 3 C 




HCI 



[0263] TLC:Rf 0. 37 (^pp : ^ ^ 

/-A- : B1^= 2 0:2:1), 

NMR (CD3OD) : 6 6. 69 (1H, s), 3. 60 (3H, s), 2.75- 
2. 53(6H,m), 2. 17 (3H, s) , 2. 12 (3H, s) , 1. 83-1. 65 (4H, 
m), 1.60-1. 38 (2H,m), 1.23(6H, s) 0 

[0 2 6 4] JHfiflll (4 7) 

[ftl3 7] 



CH 3 



H 3 C- 




NH 2 

r N J 

I >-N NH 2 



HCI 



[0 2 6 5] PCT|ilIi^JP 9 5/2 9 4^ 
fclB«£;h/CV*5* 7- h^i^/l^-zl^^ 
/W - 6- / m/f ;^y-2, 2, -5, 8— r 

h7^fWP^y*ffl^T, ##0i|8->#%0tj9->|| 

T LC : R f 0.43 (^ pp*/^ : ^ * J — )V : 
= 15:2: 1) , 

NMR (CDCI3+CD3OD) : 6 8. 31-8. 03 (lH.br), 6.74 
(lH,s), 3.07-2.91(2H,m), 2. 91-2. 72 (2H, m) , 2. 62 (2H, 
t), 2. 12(3H,s), 2.08(3H, s), L80(2H, t), 1.28(6H, 
s) 0 

[0266] mmmi (4 8) 

lit 1 3 8 ] 



4 # IP! ¥9-59258 



4 



(50) 



OH 




NH 2 

s . _ _ ._ _ _ . 



[0 2 6 7] P C T mmm^ JP 9 5/2 9 4 -^WftflSr 

2, 5, 8-f h7^f^^P^>^fflV^ 
T\ 1 0-###'J 1 3^#%#J 1 4->*»J 1 £ 

fc. 

[0268] T L C : R f 0.56 (^pp^M : 
y /V' : 3 0:4:1), 

NMR (DMS0-d 6 ) : 5 1 1. 87 (1H, brs) , 8. 17 (4H, brs) , 
7.46(lH,brs), 7. 15 (1H, brs) , 2.61(2H, t,), 2.06(3H, 

s), 1.87(3H, s), 1.76(2H, t), 1. 25(6H,s) 0 
[0 2 6 9] mt&m 1(49) 
[ftl3 9] 



H 3 C 



HO 




NH 7 



2HCf 



[0 2 7 0] #PJ¥3 - 2 0 4 8 7 4 UHa«£ 
tLtV^, 2- (3 -^/;^>^p fcVl^) -2, 5, 
7, 8-x h^^vV-6-^ K^f;^^P 

■^Srfflwc, #%#y 8 ->#%0rj 9 ->niE0ij i i: mmiz. 

[0271] TLC : R f 0. 42 (g^^^^/V : g£@£ : 
20:2:1), 
NMR (DMS0-d 6 ) : 5 12. 30 (1H, brs) , 8. 27 (4H, brs) , 

7. 37 (1H, brs), 6.86(lH f s), 2.59(2H,t), 2. 04 (3H, s), 

2. 01 (3H, s), 1. 97(3H,s), 1. 9-1. 6(4H, m), 1.6-1.3(2 
H,m), 1. 16 (3H, s) 0 

[0 2 7 2] MMffll (5 0) 

[ft!4 0] 




NH 2 

N A 
1 >-n^nh 2 



HCI 



[0 2 7 3] ##«2 l^§ffiLfcffrS*«rflV*T, # 

T L C : R f 0. 51 (ftg^^vu :S8:*=12: 
2:1). 

NMR (DMS0-d 6 ) : 5 12. 44 (1H, brs) , 8. 29 (4H, brs) , 



6. 93 (1H, s), 2. 9-2. 6 (4H, m) , 1.95(6H, s), 1.84(3H, 
s) 0 

[0 2 7 4] 2 6 

[it 1 4 1 ] 




[0 2 7 5 ] ##«3-C«JSLfcft^l*«:fflt^T##« 
6t^«[lLt|!J|lfc, 3- (3, 5-v>- t 

(1.53g) (^tft^f (5 0ml) \Z % hV7 

zn~;i>7frx7 >o (L57 g ) . mmAmi-hviyj* d. 

26 g) *5±t«B|Mfc#* (2.49g) SrJn^fco 

mVfc 0 Sgft^7^^PV^77^ (Hflfctf 1 
A-: n -^*1^= 1 : 10) tfSSLT, TE<Ofctt 
*«rtt6Mft^« (L46g) Sr#fc 0 
T L C : R f 0. 58 : n -^^rU" V= 1 : 

1 0) 0 

[0 2 7 6] #%#'J 2 7 
[ftl4 2] 




[0 2 7 7] #%«2 6-e»atbfc^» (1.46g) 

rir h>mm ( i om i ) ^a-aaw- fd^ (6 

7 6m g ) SrJn^Lfco »**S:4«FlB3WKLfc. 

/U: n . 3 0 ) "Cff^ LT, Ttecofett 

tt^^t^ilft^ (l.45g) £f#fc 0 

T L C : R f 0. 38 (gft&xuf/V : n - — *cV> = 1 : 

1 0) e 

[0 2 7 8] #%#J 2 8 
[it 14 3] 

NH 



X NH 2 



[0 2 7 9] 7 5^ft?l/7 (1.68g) Wirh> 



4# IB ¥9-59258 



(51) 



(7.5ml) 1, 3-^^oo7th> (1.8 
g) (Omhl/mW. (6ml) 5riPx.fc 0 m.^^kMU. 

(l.6lg) 




TLC: Rf 0.60 (^dd /fc/WA 
= 15:2:1). 
[0 2 8 0] ###'J 2 9 

nti4 4i 



y * / -/U : ft® 



HCI 



[0 2 8 1] ^y (5ml) 1^ thy?iv (4 

6m g ) &7ju=r>Tx% 'pv-f-otox.. mm-tz^x 

&%ffl2 7XmmLtzlt-g-y>> (3 6 6mg) <D*. 
PS—t^W. (5ml) 0t, T/i^'>TT-})P;t 
fc. il-g-^^0t:T3 O^PiJMl^Lfc,, K^^t^ 
#^«SJ2 8T-®igL/cft;^ (1 14mg) W^y- 
(5ml) £r^o< 9f@iTL.fc ft^SffiiSfi 
X 3 ttmfiH? Lfc. $ h K , #%#'J 2 8 -C 8!® L fc*b<& 
^ (lOOmg) <n=.?;— j^mW. (5ml) Srr&TL 

d Di/l'ii : y y y — /U= 30: 1-»1 0 : 1) T* 

»»Lt, Tiarottttiesr^ri-saiH^k-e-* (4 8 0m 

g) Sr#fc. 

[0282] TLC : R f 0.85 (^bp*W : y y 
;—t\> : ft®= 15:2:1), 

NMR (CDCI3) : 5 7. 04 (2H, s), 6. 33 (1H, s) , 4.88(2 
H, s), 3.63(3H,s), 2.63(2H,t), 2. 53(2H, t), 1.88(2H, 
quint), 1.78-1. 55 (2H,br), 1. 43 (18H, s)„ 



[0283] ■mm.m 2 

[ftl45] 




• HCI 



[0 2 84] ###'J 2 9 -CSSSit Llcfc-Syo (4 50m 

g) &m%m9 tmmimifi-x, TEowtttttt 

3«»fc£-#> (4 0 8mg) £»fc 0 

TLC : R f 0. 30 (y □ a*/WA : y y y — /b = l 

0:1), 

NMR (DMS0-d 6 ) : 8 12. 85 (1H, br), 8. 35 (3H, brs), 
6.95(lH,s), 6.88(lH,s), 6.70(lH ( s), 3.73(2H,s), 2. 
60-2.43(2H,m), 1.35(18H, s)„ 

[0 2 8 5] 3 0 

Utl 4 6] 




[0286] 2, 3, 5-hliy f/WN/f Kp*/> 
(1.52g) OTHFM (80ml) (£, tK (80m 
1) *3.fcU^7v?!?A (IV) Tir^— h (5. lg) SrJp 

TfeSfliLt, SJBffrS-flJ (1.32g) Sr&fc. 
[0 2 8 7] #3f#i| 3 1 
Iftl4 7] 




[0 2 8 8] #%0ijl 1 -CKitLfc-fk-g-ifeSrfflVNT, # 

m'\7isxTj^m8 tmm\^i-xmmvrc, 6- 

(3,. 5 - t -rr-Sjr-jV- 4 - y h =f -> 7 ^ -/U) - 

(2 0 0mg) fcitfft® 
# y !>A (lllmg) COT-fe hy^f (10ml) 
Sr. 6 5-CT'l 7mfflim L-7t. K£*»ESr«»U ft 

#l, mm-?if*i/VJ±X'iitmk, iitt, Tie©^ 
tt«&*ri-*«js<fc£*j (i.32 g ) ^itfco 

T L C : R f 0. 33 : ftg^?vU= 5 : 

1) . 

[0289] mt&m 3 

Htl4 8] 



#HB¥9-59258 



(52) 




[0 2 9 3 ] ###]3 ix-mmistciti 



(17 0m 



HCI 



[0 2 9 0] ^7 = ^/W?U7 (5 2 0mg) <£>^ 
?;-/Umm (10ml) fc, *gi£8£ (0.134ml) Sr 
JPxfco ffi^fc. ##«3 O-eJBtLfc^b-fr* (1-32 

g) <r>^9 /—>\>w$k (20ml) ^m^tzo m&m* 

U (6«LT, TlB«)«M4lt«r*r"ra*mb^* (2 5 
4mg) SrWfc. 

[0291] TLC:Rf 0. 18 (? a a : ^ ^ 

/V=5 : 1) > 
NMR (DMSO-d 6 ) : 5 12. 6 (1H, brs) , 8. 51(1H, s), 8. 
37(4H,s), 2. 47 (3H, s),2. 30 (3H, s), 2. 21 (3H, s) e 

[0 2 9 2] HJK0i| 4 

[ft 1 4 9 ] 



H 3 CO. 




g) fciO^yTy^T; K (3 8 0mg) (Distt-g- 
>mw (9ml) 5Nl|iS (1.8ml) SrJP 

x., aa-c2oi*niH»*it, mm\^tz 0 mw^7a 

0^5 : 1 n p^/VA : 7 ^/ — /U= 30 : HI 

0:1) tn«iT, TiEottttttSrw-rsaimfc** 

(5 lmg) fefcfc. 

[0 2 9 4] TLC:Rf 0.50 PD*M : 7 ^ 
7 — 9:1), 

NMR (CDCI3) : 5 7.03(2H,s), 6.92(lH,s), 5.95(4 
H,brs), 3.67(3H,s), 2.55(2H,t), 2.45(2H,t), 1.67(4 
H,m), 1.42(18H, s) 0 
[0 2 9 5 ] 



mmm 1 

C50mg ©ISH**»«:#"*-«tt«l 10 0 



NH 2 

.4- (4- (3, 5-v?-t-7'f/l'-4-tKn^>7x^) ^/W) - 
2-^7 = ^Vf7/^ ■- 5. 0 g 

•^r7y>«vn^^ -O.lg 

• «*£iBiir/UP— ...4. 7 g 

[0 2 9 6] S^J2 1 7 > 2 0 m g ^SM^^tfft^) 

.4- (4- (3, 5-y-t-^f/l/-4-t Kn^r^i^) y^/^) - 
2-^7^^f7y-^ •••2. 0 g 

• "^V— f— A- — 2 0 0mg 

• ^®7K -5 0 0ml 



(51) Int. CI. 6 

C 0 7 D 277/82 
405/06 
405/12 
417/06 
417/12 



2 3 3 

2 3 3 

3 11 
3 11 



F I 

C 0 7 D 277/82 
405/06 
405/12 
417/06 
417/12 



2 3 3 

2 3 3 

3 11 
3 1 1 




(53) 



// A61K 31/415 ABL A6 1K 31/415 ABL 

A B X A B X 

AC J AG J 

AD P AD P 

ADU ADU 

A ED AED 

31/42 ABN 31/42 ABN 

31/425 ACV 31/425 ACV 



V 




